Photoaffinity labelling of the mu-opioid receptor is dependent on the nature of the photosensitive group of carfentanil derivatives.
Arylazido and aryldiazonium derivatives of carfentanil, bearing their photoactivatable function at the same position on the molecule, were synthesized. In the dark both of them exhibited similar binding affinity profiles and behaved as mu-selective and reversible ligands of the opioid receptor sites. Following irradiation, only the azido analog displayed the properties of an efficient, irreversible and selective label of the mu-opioid receptor, allowing physicochemical requirements for alkylation of this receptor subtype to be examined. Evidence is presented to consider this azido compound a promising tool for characterizing the mu-opioid receptor protein.